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Opioid Analgesics 
3- Mixed agonist and antagonist & 
Opioid toxicity 


Dr : Sherin Shafik 
Assistant professor of Clinical Pharmacology 


Neuroscience module 


INTENDED LEARNING OBJECTIVES (ILO) ©) 
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Buprenorphine (partial Mu receptor agonist) 


Advantages over Pure Agonists (Ceiling effect) 


1. Less addiction (less euphoria [] less craving). 


2. Respiratory depression is not [] by [] dose (ceiling due to 
antagonist effect) but if it occurs, it is not easily reversed as 
It binds with high affinity to receptors. 


Uses (parenteral, sublingual) 


1. Analgesic in severe pain. 
2. Alternative to methadone for treatment of opioid addict 


detoxification (long-acting, slowly dissociates from 
receptors); leading to smooth withdrawal. 


Absolute contra- 
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Increased sedation; variable effects 
onrespiratory depression 


3. Partial agonist + pure agonist [] 
withdrawal syndrome & | analgesic 
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Clinical features of morphine 


Acute morphine toxicity: 

* S/S: coma, Respiratory depression & pin pointed 
pupil (diagnostic) 

* Treatment: 1. Support respiration 


2. Naloxone (IV): repeated when necessary 
to avoid relapse into coma since duration of 
action of naloxone is shorter than morphine 


Addict: withdrawal syndrome 
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Binding of naloxone does 

not activate the receptor; 
therefore, naloxone reverses 
the effects of opioid agonists, 
such as morphine and heroin. 


Route 


Uses 


1.Acute opioid toxicity. 
2.Asphyxia neonatorum 


IV & short acting 


Short [] repeated to 
avoid recurrence of 
toxicity 


Antagonizes respiratory 
depression induced by 
morphine 


Oral & long-acting 
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*Addict should be monitored during reversal of acute 
opioid toxicity with naloxone to avoid withdrawal 
syndrome 


*Naltrexone should be given to opioid addicts after full 
detoxification, to avoid withdrawal syndrome 


Withdrawal Symptoms 


Addiction to Morphine or heroin 


Stage I: Up to 8 hours 


Stage II: 8-24 hours 


GI disturbance Rhinorrhea 


Anxiety 


Stage III: Up to 3 days 


Tachycardia Nausea, vomiting Hypertension Diarrhea 
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Treatment of Addiction: 


1. Symptomatic treatment e.g. NSAIDs for pain, 
Antiemetic ....... 


2. Sympatholytic: e.g. Clonidine 


To prevent Sympathetic overactvity (tachycardia, Hypertension, ....) which may be 
fatal 


3. Detoxification: 


Use long acting opioid drugs as Methadone or 
Buprenorphine to replace heroin or morphine and then 
gradual withdrawal (less severity of withdrawal symptoms). 
4. Maintenance: 
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